
2 169 139 CI 

C 07 C 237/32 



(51) MHK^ 



POCCMMCKOE ArEHTCTBO 
no HATEHTAM M TOBAPHbIM 3HAKAM 



CO 
(D 



(12) oni/ICAHME 1/I30BPETEHI/I51 K nATEHTY POCCMMCKOI?! 
(DEflEPAUMM 



(21). (22) 3aflBKa: 2000120331/04, 02.08.2000 

(24) Aara Havana Ae^CTBiin nareHra: 02.08.2000 

(43) Rara uy^nmavfAVi sanBiot: 20.06.2001 

(46) flara nyGjiMKaL^Mn: 20.06.2001 

(56) CcbWiKM: RU 2130775 C, 27.05.1999. US 4011219 
A, 08.03.1977. US 3963716 A. 15.06.1976. RU 
94026299 A, 27.05.1996. SU 130903 A, 
21.11.1959. 

(98) Aflpec nepenwcKM: 

121374, MocKBa, yn. AneKcesi CBMpMAOBa, 15, 
Kopn.3, 3AO "MeflMKop". B.X.)KMiiOBy 



(71) SaflBMienb: 

3aKpbiToe aKUMOHepHoe oOu^ecTSO "LleHTp 
COBpeMGHHOM MGAMqUHbl **MeAMKop'' 

(72) M3o6peTaTe/ib: >KMnoB B.X. 

(73) naTeHTOo6naAaTe;ib: 

3aKpbiToe aKMMOHepHoe oGu^ecTBO "LleHip 
coBpeMeHHOii MeAMMHHbi "MeAMKop" 



(54)CnOCOB nOJiyHEHM5^ UlEJlOMHblX M lUEJ10MH03EMEJlbHblX COJlEft 
5-AMMHO-2,3-flMrMflPO-1,4-<PTAJlA3MHflMOHA 



(57) Pe4)epaT: 

M3o6peTeHMe othocmtcji k opraHUMecKOM 
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nonyMGHMfl conei^ 
aMMH0AMmApoct)Taxia3viHAi^oHa, npkiMeHneMbix b 
MeAMi4MHe b KanecTBe npoTMBOBOcna/iHTe/ibHbix, 

aHTMTOKCMHeCKklX, MMMyHHO-KOppeKTMpyiOlMMX 

q^eACTB. Cyu^HocTb MsoSpereHMn: cnoco6 



nojiyneHMfl u^enoHHbix v\m utejioHHoseMenbHbix 
conePI 5-aMviH(>2.3-AMrMAPO-1,4-ct>Tana3iiHAMOHa 
BaanMOAe^CTBMeM 

5-aMMHO-2,3-AMrMAPO-1.4-c}5Tana3MHAMOHa c 
ajiKorojiflTaMM LuenoMHWX mjim 
u^enoMHOseMenbHbix MeTan/ios npM HarpeeaHMH. 
TexHiiHecKMf) pesynbTaT - 6onee Bbicotoif) BbixoA 
qaneBbix npoAyicTOB. 
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(57) Abstract: 

FIELD: organic chemistry, more 
particularly preparation of 

aminodilydrophthalazinedione salts used as 
anti-Inflammatory, antitoxic and 

immunooorrecting agents in medicine. 
SUBSTANCE: described is method of preparing 



alkali or alkali-earth salts of 5- 
amino-2,3-dlhydro-1 ,4-nhtha!a2in9dlone by 
reacting 5-amino-2,3- 

dihydro-1,4-phthaiazinedione with alkali or 
alkali-earth metal alcoholates during 
heating operation. EFFECT: higher yield of 
the desired products. 3 ex 
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HaoGpeieHne othocmtca k opraHUHecKofi 
xuMMn, a MMeHHo K cnoco6aM nonyMeHUfl 

npOli3BOAHblX 

5-aMMHO-2,3-AMrviflpo-1,4-4)Tajia3MHflMOHa, 
npMMeHseMbix b KanecTBe 

npoTMBOBOcnaxidTenbHbix, aHTiiTOKCMHecKkix, 

MMMyHOKOppeTtipyK3U4l1X CpeflCTB. 

MsBecTeH cnoco6 nonyseHiifl 
5-aMMHO-2,3-flMniflpo(|}Tajia3MH-1 .4-flMOHa 
(jiK)MViHona) BoccTaHOBneHneM 
3-HMTpo(f)TaneBoi^ KMcnoTbi rMApasMHrnflpaTOM b 
BOflHOM cpefle Ha cKeneiHOM HMKeneBOM 
KaTajiMsaTope c nocneflyioii^MM ynapuBaHneM 
pacTBopa M HarpesaHMeM npn 120°C b 
npMcyTCTBMM mApasMHrviApaTa m yKcycHOM 
KMcnoTbi (CCCP. aBT. cbma. N 13093. 1960). 
klsBecreH TaioKe cnoco6 nonyMeH^n aHanora 
niOMMHona, a MMeHHo A^rnApaTa HaTpneBoi) 

COJ1M 

2-aMMHO-1 ,2,3,4-TeTparMApo(})Tana3MH-1 ,4-AMOHa 
, nonynaeMoro nyreM HarpeBa Ha boa^hovi 6aHe 
CMecM 2>HMTpG4)Ta/irviApa3MAa ^ pacTBopa 
NaOH B AMCTunnnpoBaHHoCi soAe b npucyrcTBun 
KararvisaTopa HviKenb-antOMMHiieBoro cnnaBa 
(PO, naTGHT N 2113222. A 61 K 31/04. 1977). 

Han6onee 6nvi3KMM no TexnuHecKofi 
cyiUHocTM flonsieTcn cnoco6 nonyMeHUJi 
AMrMApara HaTpneBOM cojim 

5-aMMHO-2,3-AMmApoct)Tana3MH-1 ,4-AMOHa 
BsaMMOAei^cTBkieM 

5-aMMHO-2,3-Ai^rMAPOC|)Tana3i4H-1,4-AMOHa c 
eAKMM HaTpoM B BOA^HOM cpeAe (Pd), nareHT N 
2130775, A 61 K 31/495, 1999). 

Bee L^MTkipyeMbie M3BecTHbie cnoco6bi 

npOTeKaK)T C AOCTBTOMHO BblCOKliMM BblXOAaMM 

Lienesbix npoAyKioB, oAHara M3-3a A^nienbHoro 

KVin^lHeHMn BOAHblX paCTBOpOB KOHeMHbie 
npOAyKTbl CMJlbHO 3arp$^3HeHbi n06OMHblMM 

TpyflHooTAennMbiMM npoAyKTaMM oKvtcneHUfl, hto 
0TpMi4aTenbH0 CKasbiBaeTcn na 
noTpe6MTenbCKMX CBOMCTBax, oco6eHHo npn 
npHMeHeHMM yKasaHHboc Beu4ecTB b MeA^L^t^ne. 

AaHHoe M3o6peTeHiie npeAcraBJifleT co6ovi 
cnoco6 nonyMGHMfl lAenoMHbix m 
u^enoMHOdeMenbHbix conefi 
5-aMMHO-2,3-flMrMflpo-1 ,4-<t)Tana3MHAMOHa 
BaanMOAe^CTBMeM c ajiKoronnTaMM 

COOTBeTCTByK)LAMX MeTaJlilOB B 6e3BOAHOfl 

cnMpTOBOM cpeAe npM HarpeaaHMM 
5-aMMHO-2.3-Anniflpo1 ,4-<t)Tana3MHAMOHa. 

HoBoe M3o6peTeHMe OTnuHaeicn or 
cnoco6a-npoTOTMna KaK McxoAHbiMM 

COeAMHeHMflMM, TBK kl CpeAOM, B KOTOpOM 

ocyiAecTBn$ieTC5i npoi^ecc. npiiMeneHMe b 
KanecTBe mcxoahux anKoroji$iTOB MeTa/inoB m 
npoBBAeHne npouecca b 6e3BOAHoA cpeAe npii 
HarpeBaHMH no3BonflK)T mSeMarh o6pa30BaHMfl 
He)KenaTenbHbix no6oMHbix npoAyKTOB 
oKMc/ieHMfl. ktcxoAHbie npoAyKTbi b hobom 
cnoco6e bboa^tcr b sKsviMoneKynnpHbix 
KonnMecTBax. B KaMecTBe ncxoAHbix a/iKorojiflTOB 
npuMOHfiioTCfl HMSLune axiKoronRTbi Haipnfl, 
KajiM^ ni4Tkin, Kajibqu^i, Gapun, 
npeAnoHTMTenbHo aTunaibi m nsonponnnaTbi. 
ripoqecc ocyiAecTB/ifieTCH npv\ noBbiiueHHoii 
Tewinepaiype b npeAenax 75 - 80°C. 

CTpyiaypbi nonyMenHbix coeAMHeHM£) 
nQATBep)KAeHbi AaHHbiMM sneMeHTHoro ananMsa, 
MK- M y0-cneKTpocKonnM. 

M3o6peTeHMe iinnK)CTpMpyeTCfl cnef\y\ou\]AMV\ 
npMMepaMM. 
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npmviep 1. HaTpneaafl cojib 
5-aMMHO-2,3-AMrMApo-1 ,4-ct)Tajia3MHAMOHa. 

B MBTbipexropnyKD Kon6y, CHa6)KeHHyK) 
MeiuanKOM, TepMOMeipoM, o6paTHbiM 
xonoAnnbHMKOM, 3arpy)KaiOT 400 mji 
a6conK)TMpoBaHHoro aTunoBoro cnnpTa, 5,6 r 
(0,14 Monb) nopouiKOo6pa3Horo NaOH, 
HarpeBawT ao 78°C npn nepeweujMBaHMM, saieM 
AodaennioT nopi^MSiMH b TeneHMe 1,5 h 24,7 r 

(0,14 MOJIb) 

5-aMMHO-2,3-AMniApo-1 ,4-(t)Tajia3MHAMOHa. 
riocne OKOHHaHMfl sarpysKn npoAorDKaiOT 
KMnflHeHMe peaKqMOHHofi Maccbi b TeneHtie 3 m. 
CycneHSMK) ox/ia)KAaiOT ao 0°C, ocaAOK 

OTC|3MnbTpOBblBaiOT M CyUJaT AO nOCTOflHHOl) 

Maccbi. riojiyMaioT 25,6 r 6enbix c 6e)KeBaTbiM 
orreHKOM KpucTannoB c t. nn. Bbiuje 300^C. 
BbixoA 92,4%, cHMTa^i Ha 3arpy>KeHHbiM 

5-aMMHO-2,3-AMrMApo-1 ,4-<})Tana3MHAMOH. 
HaMAeHo, %: C 48,27; H 3,12; N 21,25; 

CsHeNsNaOg. BbwucneHo, %: C 48,24; H 
3,02; N 21,10. 

(IpMMep 2. Ka/iMeBan conb 
5-aMMHo2,3-AMrMApo-1 ,4-(l)Tana3ViHAMOHa. 

B aHanomMHOi^ npuMepy 1 annapaiype 
nonynaK)! L^eneBOM npoAyKT. flnn 3Toro k 
pacTBopy naonponM/iaTa Kannfl, nonyMOHHOMy m3 
5,5 r (0,14 MOJIb) MeTajuikiMecKoro Kanun m 360 
MJI Msonponahojia npM 75 - 78^C, Ao6aBJTflioT 
nopi^MflMM B TeMeHkie 1 h 24,7 r (0,14 MOJib) 
5-aMMHO-2,3-AMn4Apoct)TaJia3iiH-1 ,4-AMOHa. 
PeaKHiiOHHyio Maccy KMnflinT b leMeHMe 1,5 m, 
oxna>KAaK5T ao 0°C. nonynaioT 28,5 r (95,3%) 
6enbix KpMCTannoB c TeMnepatypoM njiaBJieHun 
Bbiuje 300°C. HaCiAeHO, %: C 44,56; H 2,53; N 
19,29. CSN6N3KO2. BbHMCjieHO, %: C 44,65; H 
2,79; N 19,53. 

dpuMep 3. Kajibi4MeBan conb 
5-aMMHO-2.3-AMrMAPO-1 .4-ct)Tajia3WHAW0Ha. 

B ananorMMHo^ npMMepy 1 annaparype 
sarpyKaioT pacTBop 3TMJiaTa Kajibq^fi, 
nonyMeHHoro m3 2,0 r (0,05 MO/ib) 
rpaHynnpoBaHHoro MeTannMHecKoro Kajibt^vifl m 
380 MJI a6coniOTMpoBaHHoro 3TaHona npki 
KMneHMH, 3aTeM npnGaBJifltOT 4,4 r (0,025 Monb) 
5-aMMHO-2,3-AMrMAPO-1 ,4-(|)Tajia3MHAMOHa. 
PeaKL^MOHHyio Maccy KVinnTflT b TeneHMe 3 m ki 
oxna)KAaK)T ao O^C. BbinaBUJiiii) ocaAOK 

OT4)I1l1bTpOBbiBaiOT M CyUJaT AO nOCTOflHHOi) 

Maccbi. nojiyMawT 4,7 r (96%) i^ejieBoro 
npoAyKTa ' B BHAe 6ejioro nopoLUKa c 
TeMneparypoM nnaBJieHM^i Bbime 300 
HaMABHO, %: C 49,06; H 3,26; N 21,17. 

C8H6N3Cax02. BbiHMCJieHO, %: C 48.98; H 
3,06; N 21,43. 

OopMyjia ki3o6peTeHiifi: 

Cnoco6 nonyHeHM^ u^ejioHHbix vim 
ii4ejioHH03eMejibHbix cojieM 
5-aMMHo-2,3-AMnwpo-1 ,4-0Tajia3ViHAMOHa 

B3aMM0AeMCTBMeM 

5-aMViHO-2,3-AMrbiAPO-1.4-(t)Tana3MHAiiOHa c 
ariKoronflTaMM lAenoHHbix mjim 
Li;ejioMH03eMejibHbix MOTaJinoB npM narpeaaHMM, 

0TnV1HaK)L4MMCfl TeM, HTO B KaMOCTBe 

npoM3BOAHbix MeTannoB ncnojibsyjOTCfl 
ariKoroji^iTbi cooTBeTCTByiou^MX MeTa/iJioB m 
npoqecc npoBOA^T b 6e3BOAHOf) cnMpTOBoi) 
cpeAe. 
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